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Compound 
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Specs 
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Asinex 


BAS 1996652 
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Table 2 



Selectivity of 101, 102 and 103 for Edg-1 





101 


102 


103 


Edg 1 ICso pM 


2.25 


1.69 


0.74 


Edg 2 IC50 nM 


>20 


>20 


>20 


Edg 3 ICso l*M 


>20 


>20 


>20 


Edg 4 ICso MM 


>20 


>20 


>20 


Edg 5 IC 50 nM 


>20 


>20 


>20 


Edg 6 ICso HM 


>20 


>20 


>20 


Edg 7 ICso 


>20 


>20 


>20 


Edg 8 ICso nM 


>20 


>20 


>20 


Fold Selectivity 


>8.9 


>11.8 


>27.0 



Table 3 



Binding Assay 

Adrenergic 

Alpha 1 , non-selective 

Alpha 2, non-selective 

Beta, non-selective 

Calcium Channels 

Type L. PHP 

Dopamine 

D2L 

Endothelin 

ETA 

H1 central 

Muscarinic, non-selective, central 

Serotonin 

5HT1 non-selective 

Angiotensin AT2 

Table 4 



Selectivity of Edg-1 Agonist 104 





104 


Edg 1/Gqi EC 50 f*M 


10.0 


Edg 2 ECso I'M 


>25 


Edg 3 EC 50 MM 


>25 


Edg 4 EC50 


>25 


Edg 5 ECso HM 


>25 


Edg 6 EC S0 tiM 


>25 


Edg 7 ECso J»M 


>25 


Edg 8 ECso MM 


>25 


Null/Gqi ECso I'M 


>25 


Fold Selectivity 


>2.5 



